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=> e bicalutamide/cn 

El 1 BICALON/CN 

E2 1 BICALPHOS/CN 

E3 1 --> BICALUTAMIDE/CN 

E4 1 BICARBAMALDEHYDE/CN 

E5 1 BICARBAMAMIC ACID/CN 

E6 1 BICARBAMAMIDE/CN 

E7 1 BICARBAMAMIDE , 2- ( 4 - B I PHENYL YL ) -N-METHYL- 3 -PHENYL- /CN 

E8 1 BICARBAMAMIDINE/CN 

E9 1 BICARBAMIC ACID/CN 

E10 1 BICARBAMIC ACID (4 -AMINO- 3 , 5 -XYLYL) - , DIETHYL ESTER/CN 

EH 1 BICARBAMIC ACID, ((( 1 -CARBOXY- 2 -HYDROXYETHYL) CARBAMOYL) METHY 

L)-, 1,4-DIBENZYL METHYL ESTER/CN 
E12 1 BICARBAMIC ACID, (( (CARBOXYMETHYL) CARBAMOYL) METHYL) - , DIBENZ 
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= > s e3 

LI 1 BICALUTAMIDE/CN 

=> d scan 
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= > s 11 

L2 402 LI 

=> s 12 and micro? 

2105390 MICRO? 
L3 4 8 L2 AND MICRO? 



=> s 13 and particle 

62133 0 PARTICLE 
701149 PARTICLES 
1052058 PARTICLE 

(PARTICLE OR PARTICLES) 
L4 5 L3 AND PARTICLE 

=> s 13 and diameter 

2 0680 DIAMETER 

1897 DIAMETERS 
22274 DIAMETER 

(DIAMETER OR DIAMETERS) 
381322 DIAM 

40439 DIAMS 
408143 DIAM 

(DIAM OR DIAMS) 
422 93 3 DIAMETER 

(DIAMETER OR DIAM) 
L5 0 L3 AND DIAMETER 



=> s 12 and micronized 

2 954 MICRONIZED 
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L6 



2 L2 AND MICRONIZED 



=> dup rem 16 14 
PROCESSING COMPLETED FOR L6 
PROCESSING COMPLETED FOR L4 
L7 5 DUP REM L6 L4 



(2 DUPLICATES REMOVED) 



=> d 17 ibib hitstr abs 1-5 
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TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2004 : 182593 CAPLUS 
140:235504 

Preparation and crystallization of bicalutamide 
Dolitzky, Ben-Zion; Reany, Ofer; Shammai, Jenny 
Israel 

U.S. Pat. Appl. Publ., 12 pp., Cont . -in-part of 

Ser. No. 170,721. 

CODEN: USXXCO 

Patent 

English 

2 



U.S. 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


US 


2004044249 


Al 


20040304 


us 


2003 


-606403 


20030625 


US 


2003045741 


Al 


20030306 


us 


2002 


-170721 


20020613 


US 


6737550 


B2 


20040518 










US 


2004059147 


Al 


20040325 


us 


2003 


-668982 


20030922 


US 


6797843 . 


B2 


20040928 










US 


2004167349 


Al 


20040826 


us 


2004 


-791468 


20040301 


us 


2004176633 


Al 


20040909 


US 


2004 


-796313 


20040308 


us 


2004176638 


Al 


20040909 


US 


2004 


-796822 


20040308 


PRIORITY APPLN. INFO. : 






US 


2001 


-298009P 


P 20010613 










us 


2002 


-371069P 


P 20020409 










us 


2002 


-170721 


A2 20020613 



OTHER SOURCE (S) : 
IT 



RN 
CN 



CASREACT 140:235504 
90357-06-5P, Bicalutamide 
RL: PEP (Physical, engineering or chemical process) ; PUR (Purification or 
recovery); PYP (Physical process); SPN (Synthetic preparation); PREP 
(Preparation) ; PROC (Process) 

(preparation, micronization and crystallization of bicalutamide) 
903 57-06-5 CAPLUS 

Propanamide, N- [4-cyano-3- ( trif luoromethyl) phenyl] -3- [ (4- 

f luorophenyl) sulfonyl] -2 -hydroxy- 2 -methyl- (9CI) (CA INDEX NAME) 




AB Racemic N- [4-cyano-3 -trif luoromethylphenyl] -3- [4 -f luorophenyl sulf onyl] -2- 
hydroxy-2-methylpropionamide (bicalutamide) was prepared starting from Et 
pyruvate and Me methacrylate . Thus, 5 -amino-2 -cyanobenzotrif luoride was 
treated with DAB CO and reacted with deprotonated Et 2- (4- 
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f luorophenylsulf onyl) -2 
pyruvate) to give 4 0% bi 
bicalutamide can be obta 
its anti -androgen activi 
also prepared, including 
methylpropionate, Me 2,3 
(4-f luorophenylthio) prop 
discloses the isolation 
crystallization 
methods . 



hydroxy- 2 -methylpropionate (prepared from Et 
calutamide. Micronized particles of 
ined as pharmaceutical compns . that are useful for 
ty (no data) . Bicalutamide intermediates were 
Et 2- (4-f luorophenylsulf onyl) -2 -hydroxy-2 - 
epoxy- 2 -methylpropionate and 2 -hydroxy-2 -methyl -3 - 
ionic acid. The present invention further 
and purification of bicalutamide by various 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 



INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2003 :472643 CAPLUS 
139:30801 

Assays and implements for determining and modulating 
heat shock protein 90 (HSP90) binding activity, and 
therapeutic use 

Kamal, Adeela; Burrows, Francis J.; Zhang, Lin; Boehm, 
Marcus F. 

Conforma Therapeutics Corporation, USA 

PCT Int. Appl,, 61 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



2003050295 




A2 




20030619 




WO 2002- 


US39993 




20021212 


W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI , 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 






























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


sz, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 
























2003066005 




A2 




20030814 




WO 2003- 


US4283 




20030210 


2003066005 




A3 




20040610 




















W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


is, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 
























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 






















2004054624 




Al 




20040701 




WO 2003- 


US18776 




20030612 


W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 


























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 
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CH, CY, CZ, DE, DK, EE, ES,-FI, FR, GB, GR, HU, IE, IT, LU, MC, 
NL, PT, RO, SE, SI, SK, TR, BF, BJ, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD, TG 
PRIORITY APPLN. INFO.: US 2001-340762P P 20011212 

US 2002-355275P P 20020208 

US 2002-367055P P 20020322 

WO 2002-US39993 A 20021212 

OTHER SOURCE(S): CASREACT 139:30801 

IT 90357-06-5, Bicalutamide 

RL: PAC (Pharmacological activity) ; THU (Therapeutic use) ; BIOL 
(Biological study) ; USES (Uses) 

(assays and implements for determining and modulating heat shock protein 90 
binding activity, and therapeutic use with other agents) 
RN 90357-06-5 CAPLUS 

CN Propanamide, N- [4 -cyano-3 - ( trif luoromethyl) phenyl] -3- [(4- 

f luorophenyl) sulfonyl] -2 -hydroxy-2 -methyl- (9CI) (CA INDEX NAME) 




AB Ligand binding assays as applied to HSP90s as receptors or ligands, and 
reagents useful therefore, are described and claimed, as are methods of 
assaying for HSP90 modulators and methods of using the resulting products 
identified thereby. The methodol . of the invention may be used in the 
treatment and prevention of an HSP90 -mediated disease, e.g. cancer. 
Modulators of the invention include e.g. ansamycins. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 

SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 
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PATENT INFORMATION: 



2002 : 964133 CAPLUS 
138 :24551 

Preparation of rac-bicalutamide 

Dolitzky, Ben-Zion; Reany, Ofer; Shamai, Jenny 

Teva Pharmaceutical Industries Ltd., Israel; Teva 

Pharmaceuticals USA, Inc.; Biogal Gyogyszergyar 

PCT Int. Appl., 22 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



002100339 




A2 




20021219 




WO 2002- 


US18329 




20020613 


002100339 




A3 




20031016 




















W: AE, AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, HR, 


HU, 


ID, 


IL, 


IN, 


is, 


UP/ 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 


PL, PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI / 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, UG, 


US, 


UZ, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, TM 






























RW: GH, GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


CH, 
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CY, DE, DK # ES, FI , FR, GB, GR # IE, IT, LU, MC, NL, PT, SE, TR, 
BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 
EP 1406855 A2 20040414 EP 2002-739801 20020613 

R: AT, BE, CH, DE, DK, ES, FR, GB , GR, IT, LI, LU, NL, SE, MC, PT, 

IE, SI, LT, LV, FI, RO, MK, CY, AL, TR _ s 

PRIORITY APPLN. INFO.: US 2001-298009P _^-^Z0SlX061XJ^ 

US 2002£|7l^ 

WO 2005^US18329 W 20020613 

OTHER SOURCE (S): CASREACT 138:24551 

IT 90357-06-5P, Bicalutamide 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of rac-bicalutamide) 
RN 90357-06-5 CAPLUS 

CN Propanamide, N- [4-cyano-3- ( trif luoromethyl) phenyl] -3- [ (4- 

f luorophenyl) sulfonyl] -2 -hydroxy- 2 -methyl- (9CI) (CA INDEX NAME) 




AB Racemic and optically active N- [4 -cyano-3 -trif luoromethylphenyl] -3 - [4- 
f luorophenyl sulfonyl] -2 -hydroxy- 2 -Me propionamide (bicalutamide) were 
prepared starting from Et pyruvate and Me methacrylate . Thus, 
5-amino-2-cyanobenzotrif luoride was treated with DAB CO and reacted with 
deprotonated ethyl- [2 - (4 -f luorophenyl sulf one) ] -2 -hydroxy propionate 
(prepared from Et pyruvate) to give %40 rac-bicalutamide. 
Micronized particles of rac-bicalutamide can be obtained as 
pharmaceutical compns . that are useful for its ant i -androgen activity (no 
data) . Bicalutamide intermediates were also prepared, including 
ethyl- [2- (4 - f luorophenyl sulfone) ] -2-hydroxy propionate, 1, 2 -epoxy-2 -Me 
propionate and 2 -hydroxy-2 -methyl-3 - (4 -f luorophenylthio) propionic acid. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2002 : 637506 CAPLUS 
137:190729 

Novel modif ied-release formulation containing 

amphiphilic lipids as a hydrophobic matrix former 

Juppo , Anne 

Astrazeneca Ab, Swed. 

PCT Int. Appl. , 31 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT NO. 



WO 2002064121 



KIND 



Al 



DATE 



20020822 



APPLICATION NO. 



WO 2002-SE228 



DATE 



20020208 



W: AE, AG, AL, AM, AT, AU, AZ , BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

CO, CR, CU, CZ, DE, DK, DM, DZ , EC, EE, ES, FI, GB , GD, GB, GH, 

GM, HR, HU, ID, IL, IN, IS, JP , KE, KG, KP, KR, KZ , LC, LK, LR, 

LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ , NO, NZ , OM, PH, 

PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TN, TR, TT, TZ , 
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UA, 


UG, 


US , 


UZ , 


VN, 


YU, ZA, 


ZM, ZW, AM, 


AZ , BY , 


KG, 


KZ, MD, RU, 




TJ, 


TM 




















RW: GH, 


GM, 


KE , 


LS , 


MW, 


MZ , SD, 


SL, SZ, TZ , 


UG , ZM , 


ZW, 


AT, BE, CH, 




CY, 


DE, 


DK, 


ES , 


FI, 


FR , GB , 


GR, IE, IT, 


LU, MC, 


NL , 


PT, SE, TR, 




BF, 


BJ, 


CF, 


CG, 


CI, 


CM , GA , 


GN , GQ , GW , 


ML, MR, 


NE, 


SN, TD, TG 


EP 


1368006 






A± 




Z OOi 1210 


EP 2002- 


710645 




20020208 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR, 


GB, GR, IT, 


LI, LU, 


NL, 


SE, MC, PT, 




IE, 


SI, 


LT, 


LV, 


FI, 


RO, MK, 


CY , AL , TR 








BR 


2002006825 




A 




20040225 


BR 2002- 


6825 




20020208 


JP 


2004518709 




T2 




20040624 


JP 2002- 


563916 




20020208 


US 


2004067256 




Al 




20040408 


US 2003- 


467900 




20030811 


NO 


2003003564 




A 
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RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(controlled-release multiparticulate solid dispersion formulation 
containing amphiphilic lipid matrix) 
RN 90357-06-5 CAPLUS 

CN Propanamide, N- [4-cyano-3- ( trif luoromethyl) phenyl] -3- [ (4- 

f luorophenyl) sulf onyl] -2 -hydroxy- 2 -methyl - (9CI) (CA INDEX NAME) 
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AB 



of 



The present invention is directed to a multiparticulate, modified release 
solid dispersion formulation, comprising a drug substance having a 
water-solubility of < 8 mg/mL at room temperature, a hydrophobic matrix former 
which is a water insol., non-swelling amphiphilic lipid, and a hydrophilic 
matrix former which is a meltable, water-soluble excipient . The weight ratio 

hydrophobic matrix former to hydrophilic matrix former is > 1, and 
the particle size is < 300 urn. Also a unit dosage of the 
same, as well as process for the preparation thereof and the use of the 
formulation and unit dosage are claimed. For example, felodipine (1 g) 
was dissolved in a melt of 4 g cetanol at 110° and 2 g of Poloxamer 
4 07 was added into the melt. The melted mixture was kept at 110° and 
atomized at air temperature of 400° and a pressure of 7 bar; the 
particles were collected into a vessel which was kept at temperature 
-50°, and thereafter dried over night in a vacuum oven at 
25° and 2 mbar. The resulted particles had a 90% 

fractile size (90% smaller than) of 77 jam and a roundness of 0.87, 
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AB The invention relates to liposomes encapsulating anticancer drugs and the 
use thereof in the treatment of malignant tumors. The liposomes are 
covered by a lipopeptide consisting of three substructures: a lipid 
fragment, an active oligopeptide and a spacer oligopeptide between the two 
fragments. Said liposomes can be used in i.v. administration for the 
treatment of malignant tumors. 
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